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CLAIMS 




Y 



wherein : 

X is an electrophilic leaving group; 

Y is selected from NH-Prot, O-Prot, S-Prot, N0 2/ NHOH, 
N 3/ NHR, NRR, N=NR, N(0)RR, NHS0 2 R, N=NPhR, SR or SSR, where 
Prot represents a protecting group; 

A and B collectively represent a fused benzene or 
pyrrole ring (in either orientation) , which is optionally 
substituted by up to respectively 4 or 2 groups independently 
selected from R, OH, OR, halo, nitro, amino, Me 3 Sn, C0 2 H, 
C0 2 R; 

Rj is a nitrogen protecting group, where if Y includes a 
protecting group, these protecting groups are orthogonal; 

R 2 and R-, are independently selected from H, R, OH, OR, 
halo, nitro, amino, Me 3 Sn; 

wherein R is selected from: 

(a) a lower alkyl group having 1 to 10 carbon 

atoms, 

(b) an aralkyl group (i.e. an alkyl group with one 
or more aryl subs tituents ) , preferably of up to 12 
carbon atoms; 

the alkyl group of (a) or (b) optionally 
containing one or more carbon-carbon double or triple 
bonds, which may form part of a conjugated system; and 

(c) an aryl group, preferably of up to 12 carbon 

atoms; 

and wherein: 

R is optionally substituted by one or more halo, 
hydroxy, amino, or nitro groups, and optionally 
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contains one or more hetero atoms, which may form part 
of, or be, a functional group; 

except that when Rj is Boc, Y is N0 2 , X is CI, and R 2 
and R 7 are H, then A and B do not collectively represent 
either an unsubstituted benzene ring or: 



MeQ 2 C — " 




2. A compound according to claim 1, wherein R is independently 
selected from a lower alkyl group having 1 to 10 carbon 
atoms, or an aralkyl group, preferably of up to 12 carbon 
atoms, or an aryl group, preferably of up to 12 carbon atoms, 
optionally substituted by one or more halo, hydroxy, amino, 
or nitro groups. 

3. A compound according to claim 2, wherein R is independently 
selected from lower alkyl groups having 1 to 10 carbon atoms 
optionally substituted by one or more halo, hydroxy, amino, 
or nitro groups. 

4. A compound according to claim 3, wherein R is an 
unsubstituted straight or branched chain alkyl group, having 
1 to 10 carbon atoms. 

5. A compound according to any one of the preceding claims, 
wherein R 2 has a carbamate functionality where it binds to 
the nitrogen atom of the CPI . 

6. A compound according to any one of the preceding claims, 
wherein Y is NH-Prot, O-Prot or S-Prot. 

7. A compound according to claim 6, wherein Y is NH-Prot. 

8. A compound according to any one of the preceding claims, 
wherein X is either halogen or OS0 2 R. 
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CLAIMS 



A/ (pompoWnd| of formula I: 

X 




(0 



wherein : 

X is an elec 



irophi 



ilic leaving group; 

Y is selected \from NH-Prot, 0-Prot, S-Prot, N0 2 , NHOH,- 

N 3/ NHR, NRR, N=NR, N (O) RR, NHS0 2 R, N=NPhR, SR or SSR, where 

Prot represents a protecting group; 

A and B collectively represent a fused berizene or 

pyrrole ring (in either orientation) , which is/optionally 

\ 3 ^» 

substituted by up to respectively or Z group^) independently 

selected from R, OH, OR,\halo, nitro, amino, Me 3 Sn / C0 2 H, 

C0 2 R; 

R x is a nitrogen protecting group, where if Y includes a 
protecting group, these protecting groups are orthogonal; 

R 2 and R 7 are independently selected from H, R, OH, OR, 
halo, nitro, amino, Me 3 Sn; 

wherein R is selected fri 

(a) a lower alkyl g^pup having 1 to 10 carbon 

atoms, 

(b) an aralkyl group WL.e. an alkyl group with one 
or more aryl substituents ) , preferably of up to 12 
carbon atoms ; 

the alkyl group of (a) oh (b) optionally 
containing one or more carbon-Aarbon double or triple 
bonds, which may form part of a\conjugated system; and 

(c) an aryl group, preferafc^Ly of up to 12 carbon 

atoms ; 

and wherein: 

R is optionally substituted bV one or more halo, 
hydroxy, amino, or nitro groups, anck optionally 
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coHtains one or more hetero atoms, which may form part 
of, or be, a functional group; 



9V 



fv 



except t*hat when Rj is Boc, Y is N0 2 , X is CI, and R 2 
and R 7 are H, then A and B do not collectively represent 
either an unsubstsltuted benzene ring or: 



MeQ 2 C 



NT 
H 



10 



o 



i 15 



Aj[ (pompound] according to clafm 1, wherein R is independently 
selected from a lower alkyl group having 1 to 10 carbon 
atoms, or an aralkyl group, preferably of. up to 12 carbon 
atoms, or an aryl group, preferably of up to 12 carbon atoms, 
optionally substituted by one or mo\e halo, hydroxy, amino, 
or nitro groups. 



ru 



ru 



3. 



ru 



4 . 



25 



30 



6. 



35 



A compound according to claim 2, wherein R is independently 
selected from lower alkyl groups having 1 to 10 carbon atoms 
optionally substitutedN^y one or more halo, hydroxy, amino, 
or nitro groups. 



A j( fcompoundl acco 
unsubstituted s 



iing to claim 3, wherein R is an 
tra^ight or branched chain alkyl group, having 
1 to 10 carbon ator 

Aj fteQmpound] according \o any one of the preceding claims, 
wherein R : has a carbamate functionality where it binds to 
the nitrogen atom of theSy CPI 

Aj fcbompound] according to an\ one of the preceding claims, 
wherein Y is NH-Prot, 0-Prot\or S-Prot. 

Ajf /pompound} according to claim 6\ wherein Y is NH-Prot. 

A ( Compound} according to any one of\the preceding claims, 
wherein X is either halogen or OS0 2 i 
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A |^ €mpoun5 1 according to any one of the preceding claims, 
wherein the>4,5 fused ring is substituted by -C0 2 R in the 2 
or 3 position\if it is a benzene ring, or in the 2 position 
if it is a pyrrble ring. 



S^he use of compounds of formula I: 

X 




(I) 



wherein : 

X is an\electrophilic leaving group; 

Y is selected from NH 2 , NH-Prot, OH, O-Prot, SH, S-Prot, 
N0 2 , NHOH, N 3 , NHR, NRR, N=NR, N(0)RR, NHS0 2 R, N=NPhR, SR or 
SSR, where Prot represents a protecting group; 

A and B colleVtively represent a fused benzene or 
pyrrole ring (in either orientation) , which is optionally 
substituted by up to Respectively 4 or 2 groups independently 
selected from R, OH, 0R>^ halo, nitro, amino, Me 3 Sn, C0 2 H, 
C0 2 R; 

R l is a nitrogen protecting group, where if Y includes a 
protecting group, these" protecting groups are orthogonal; 

R 2 and R 7 are independently selected from H, R, OH, OR, 
halo, nitro, amino, Me 3 Sn; 

wherein R is selected from: 

(a) a lower alkyl group\having 1 to 10 carbon 

atoms, 

(b) an aralkyl group (i.e.Xan alkyl group with one 
or more aryl substituents) , prefe\ably of up to 12 
carbon atoms; 

the alkyl group of (a) or (b) optionally 
containing one or more carbon-carbon double or triple 
bonds, which may form part of a conjugated system; and 

(c) an aryl group, preferably of up\£o 12 carbon 

atoms; 
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\ and wherein: 
\ R is optionally substituted by one or more halo, 

Yiydroxy, amino, or nitro groups, and optionally 
contains one or more hetero atoms, which may form part 
ofXor be, a functional group; 
in methodsv of combinatorial chemistry synthesis, wherein the 
compound of\formula I is joined to a solid support by a chain 
comprising atVleast one combinatorial unit. 

11. The use according to claim 10, wherein Y is NH 2 , NH-Prot, OH, 
O-Prot, SH, or S-Prot. \ 

12. A compound of formula\lII: 



wherein: \ 

X, Y, A, B, R 2 and R 7 are as defined in claim 10; 
T is a combinatorial unit; \ 

n is a positive integer, where rf n is greater than 1, 
each T may be different; \ 

L is a linking group, or less preferably a single bond; 
and, \ 

O is a solid support. \ 




(III) 
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!<{>€■. A\ compound of formula V 



4 



o 
o 

gt 

w io 

o 
ru 

o 



20 



• L -f- T -hr N 




(V) 



wherein : 

A, B, Y, R lf Ro, and R 7 , are as defined in claim 10; and, 
T, n, L and O \re as defined claim 12. 



A compound of 



(V) 




wherein: 

A, B, R x , R 2 , and R 7 are as defined in claim 10; and, 
•T, n, L, Y 1 and O are as defined in claim 13. 

15 I^J^. A compound of formula IV: 



wherein : 

A, B, X, Y, R lf R 2 and R 7 are as defined in ^laim 10; and, 
T and n are as defined in claim 12. 
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H -(- T -)rr N 
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wherein : 

A, B, T, n, R lt R 2 and R 7 
Y' is NH, O or S. 
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as defined in claim and, 
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A method of preparing a compound according to claim 12 by 
reaction of a 'compound of formula VI: 



L -f- T -hr w (vi) 



with a compound\of formula I: 

X 



B' 



*R 7 



(I) 



15 



20 



i<\2-r. 



wherein : 

A, B, R 2/ R 7/ T, n, ]\ and O are as defined in claim 12; 

and, 

W is H or an atom or gVoup for providing a 
functional group capable of reaction with -NH 2 . 

IK- 

A method of preparing a compound according to claim 1-6", by 
reaction of a compound of formulV VI: 




(VI) 
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with a compbi^nd of formula I according to claim 10, where the 
4,5 fused ring J>s. substituted by -C0 2 R in the 2 or 3 position 
if it is a benzene rijig, or in the 2 position if it is a 
pyrrole ring, and whereil 

T, n, L and O are as defined in claim 16; and, 
W is H or an atom or group^^or providing a functional 
group capable of reaction with -COO> 



A compound of formula VII: 



D 
I 



(VII) 



wherein: 

O, T, and % are as defined in ffchej claim 12; 
n and m are ^positive integers, or one of them may be 

zero; 

T" is a combinatorial unit, where each T' may be 
different if m is greater than 1; 

T" is a combinatorial unit which provides a site for 
the attachment of D; 

D is selected froii 
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ft* 



10 



O 15 

o 

m 
G 

m 



20 



wherein : 

is selected from CO, NH, S, or O; 
G\is O, S, NH, or a single bond; 
R'Xand R' 3 are independently selected from: H, R, 
OH, OR, =b, -CH-R, =CH 2 , CH 2 -C0 2 R, CH 2 -C0 2 H, CH 2 -S0 2 R, O- 
S0 2 R, C0 2 R,\cOR and CN, and there is optionally a double 
bond between C 2 and C 3 ; 

R/ e/ R '\ and R' 9 are independently selected from 
H, R, OH, OR, Vxalo, nitro, amino, Me 3 Sn; 
R/ u is either H or R; 
Q' is. S, O Npr NH; 

R' 10 is a nitVogen protecting group; 
Y" is a divalent group such that HY = R; 
p is a positiv^, integer , where if p is greater 
than 1, for each repeating unit, the meaning of T, T' 
T" and D and the valuesyof n and m are independently 
selected; and, 

E is selected from the same possibilities as D; 
provided that at least\one group D or E is 
selected from (a) 



Itf 

rU 

o 



Z\2%. A compound o^f formula (VIII) 



D 

I 



H- 



25 



wherein ; 



L, T, T' , T" , D, E, n, m\and p are as defined in claim 22. 



A compound of formula (IX) : 



30 



o 




(VIII) 
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(IX) 
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wherein : 

O, L, T, T' , T", n, m and p are as defined in claim 22; 

T' " is a combinatorial unit; 

is a positive integer, where if q is greater than 1, 

each TV' may be different; and, 

E a \is selected from the group (a) of E as defined in 
3o \ 

claim 
wherein : 

if p ite greater than 1, for each repeating unit the 
meaning of t\ T' , T", T"' and the values of n, m and q are 
independent ly\ selected. 

A compound of formula (X) 
H 



H- 



H-bV-f-Y-k 



(X) 



wherein ; 



25 



L, T, T', T", T'", E a , \, m, p and q are as defined in claim 
24. 



A collection of compounds &11 of which are represented by 
either: 

(i) formula III as defined in claim 12; 

(ii) formula III' as defined in claim 13; 
£(iii) — formula II as defin e d in claim - 14; — ■ 

(iv) — formula II' — &s deliiiucil in claim 15ri 



(y) formula V as defined in\clai 



lm 



30 



\ /5" 

formula V as defined Lh claim ^T; 

\ I* 

(v«r) formula IV as defined in claim 16"; 

(vi**) formula IV' as defined in claim 

V* ,% \ Xo 

U*0 formula VII as defined in blaim 22; 

v(;; \ x i 

UO formula VTII as defined in. cuaim 

\% \ 
(.x-i) formula IX as defined in claNim Z4; or, 



(x«) formula X as defined in claiYn 



\ A3 
aitn 



\ 
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2-T. X method of preparing a collection of compounds as defined in 
clVim 2G. 

2%. A method of screening compounds of: 
-fo-r-fflul-a— I-I 
f£^t-) — formula II' as defined in claim 15/3 

i) formula TV as defined in claim 3^6"; 

i. \ n 

formula IV' as defined in claim 2r9; 

ii. \ 

(jr) formula VIII as defined in claim 2-3*; or, 
.v \ 513 
10 (vdr) formula X as defined in claim 2ft; 

to discover biologically active compounds. 



r k 2&. The use of a coriupound of: 

15 - <ii -) — f ui,mula\ll f — as defined in claim 15 ,3 
Ort (iferaf) formula \lV as defined in claim 1-8*; 

rf) fi \ n 

(iv) formula IV( as defined in claim 
\M ti; \ U 

(9 (y) formula VIII\ as defined in claim 2ft; or 

rd \ U 

(v±) formula X as\defined in claim 2£; 

Q 20 in the manufacture of a ^cytotoxic, antibiotic, antiparasitic 

or antiviral therapeutic composition. 

nJ 



£3 

s 



J&O . The use of a compound of: 

(i) formula III as defined in claim 12; 
25 (ii) formula III' as defined in claim 13; 

(iii) formula V as defined in claim >#; 

\ 

(iv) formula V as definedxin claim Vf; 

\ io 

(v) formula VTI as defined in claim or, 

\ ^ • 

(vi) formula IX as defined in claim 2r4r; 

30 in a method of diagnosis. 

3-3: . The use of a compound of: 

Q-U — formula XX—a&-~d&TTTT€Q trs gTaim TOT 

f-rirj — formula II ' — as defined in claim l^H 

\ u 

35 (i-i±") formula IV as defined in claim A8"; 

tim 3r£; 



i * 

(-arV) formula IV' as defined in clai. v 
(y) formula VIII as defined in claim \2-3; 



or, 
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:) formula X as defined in claim >5; 
in a mett^sd of target validation. 



3o 




The use of a com^scund of: 

f o rmula II^> defined in claim 14; 



HrH — formula II' er£ \Qt=»riabd in claim 15^ 
(i-i-r) formula IV as deriped in claim 1*8"; 



l"7 



{i?r) formula IV' as defineckin claim 

in \ ^ 

i*r) formula VIII as defined irNclaim 23*; or, 
(jrir) formula X as defined in clain 
in a method of functional genomics. 
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